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(57) Abstract 

Novel neovascularization inhibitors are constructed to provide antitumor agents which are superior in safely to conventional antitumor 
agents, are surely efficacious and can be administered over a prolonged period of time. Namely, indole compounds represented by general 
formula (I) or phannacologically acceptable salts thereof or hydrates of the same wherein R' represents hydrogen, etc.; and are the 
same or different and each represents hydrogen, etc.; R^ represents hydrogen or lower (C,^) alkyi; and the ring A rcpi^nts cyanophenyl, 
etc., provided that the follovring cases are excluded: the one where R\ R^ and R^ are all hydrogen atoms; the one where R* and R^ are both 
hydrogen atoms; and the one where the ring A is an aminosulfonylphenyl group and R* and R^ are both halogen atoms; and provided that 
when the ring A is a cyanophenyl, 2-amino-5-pyridyl or 2-halogeno-5-pyridyJ group and R" is a cyano group or a halogen atom, then at least 
one of R and R-* is not hydrogen. 
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■H-NMRCDMSG-ds) (5 (ppm) : 1. 35 (3E t. J=7. 2Hz). 2.65 (3Es), 4.38 {2E Q. 
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g (soosu^ju) ^or-ejoA, ^igT-i.5^rpim*^ufco Sjt^^g^^8[{wj^c?& 

'H-NMRfflMSO-dg) 6 (ppm) ; 1.50 (9E s). 2.71 {3E s). 6.90 (IE d. J=7.6Hz). 
7.32-7.41 (IE m). 8.21 (IE d, J=l. 6Hz). . 8. 99 (IE br s). 9.93 (IE s). 
11. 88 (IE br s). 

jgjtMl 1 7-{N-tert-y h4^->:dJU/j^-Jl/)7 5y-3— >Ty-4-^^>>WlH- 

m^mi 0(Dit^m4. 43g cie. 25 u^ji/) ^-:^p^5^;^7}^;^AT^ Ksomitz 

^SU. h Fa^->;U7 5 >J^^^1. 35g (19. 45'J^;W) <!i t° U -:?>1. 6111I 
(I9.85U^;i^) ^ia^tz, 60'CT45^rBliD|ftm*^m. ^Jtmz^i^Txi V - 

(80. 85'j^;u) ^uaxTco BO'cx'^ ^izzo^mm 

^^t*^^^ Sf£^«?tC hUx5^;UT5>4. Sml (32. 35U^;U) ^UDx.. IhIST^ 

i^izzo^mimmwLrzo ^jt^m-^m^z^^yxyi^^^m^L. mmjL^jixmta 
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'H-NMR (DMSO-ds) 6 (ppi) ; 1.49 (9H. s), 2.60 (3fl. s). 6.89 (IR d. J=8.0Hz). 
'7.34-7.42 (la m). 8.20 {IH. d. J=2. 8Hz). 9.04 (IE br s). 11.80 (IE br 
s). 

m^mi 2 7-Tsy-3-~>7y-4-^^;t/-m-<> F-;i/ 

Sii^s|6c^fl:^tll2. 5g (62. 6SU^;W t Ko:7^>100inlt;<^ 

/-;HOOiBi«)^tcMSU. lt^bfi^430mg (1. 87SU^:JW 0#^ETSia3 

SiiMl ltD{k^t!50.5g (1865U^;i/) ^&>?i;7 nnp<i$' >400iDn3^1l?U. 
^m#ffl^TO'C-Ch'J7;U:tngtm210ml (2. 76t;W ^JDj^. ^ia-r40:$i-PBl 
SISIKJ;: -20*CT' 5 NTK^-fc^ b U A7KS^S^^0ATpH 7 fcSill 

4^-t>->(^?g^^SD^, i^^H^ltS^L, ^S'(fc^ii!24.5g^^§fc. 
'H-NMRfflMSO-dj) 6 (ppm) : 2.47 (SE s). 5.07 (2tt s). 6.34 (IE d. J=7.6Hz). 
6.64 (IE d, J=7.6Hz). 8.10 (IE s), 11.70 (IE far s). 
m.^m 1 3 3-'>7y ^>-tr >7>;V7^;x;t/^ p u K 

3->'7y7xU>25.0g (212^U^;i') ^7k200inl<i:aJ^^250mlOD3g^^[CjP 
x.a*^b3t. c:nfcS$8i[:J-hUC?A15. 5g (2235«J^:;W) (Dimm (80inl) 

250innc^fa$-ti-, -i^<b^-m lg^l3n;^feig) {C7K?^> Jt#TiP^/c. 11^ 
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- 'H-NMR(DMS0-d6) 6 (ppm) ; 7.55 (IE t. J=8. OHz). 7.78 (iH. dd, 1=8.0, 1. 2Hz). 
7. 86-7.92 (2ft m). 

Tiamm (20nil) ^-13t;— lO'CTlS^Psl-eriTLfc. lO^^f&^K^-^-fb 
-f^T'i^fig^^^ (-®!ib«i£ll^i*^150mlt|g*Smi2.5iiiiOQfg^lc:fiSft$-e:. ^ 
^3. 7 g ^SD;t^«!) t-SO'CT^TSn^^Cc 1 ^fBmS;£SaE{r5k7K«r 
SOOmlJP;^, tt^^it^Lfco dCDStlS^r hJl^x>450ml<!:i^S!X5^;H50iDl<7:)?l 

'H-NMR (DMSO-ds) 5 (ppm) ; 7.65-7.69 (2H. m). 7.71-7.78 (4H. m). 
jgBM 1 5 S-^^'g^-S-^ n □-7-X h D-IH— f > H— 

5-3^0^-7-xKn-lH-OK— ;H2. OOg (49. 8 5 U ^rJU) ©5=- h 
^tKo7^>jgM (HOml) {c:i^pt^;i'j}>;!^AT5 Kl. 4iDl<hN-^npiiA 
i>m<aK6-98g (52. 35 U^;i/) i^Jnx., ^iaT-B$6ai$Lfcc lOX^^m. 

■H-NMRfflMSO-de) e^ppm) : 7.79(1H. s). 8. 15{1H. s). 8. 23 (1ft s). 12. 32 (1ft 
br s). 

m^^m 1 6 7-7S y-5-3>^D^-3-^ □ a-lH-r > K~JUJ^a?jg 
S8ji«a|l 5©{b^#)14.84g (53.9= 'J^;U) <D^^/-}mm (250ml) tc 
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' h^^y^-xmUh. 7-T^y-5-":/D^E-3-i>an-lH—r>H-;H4.35g?£: 

'H-NMR©MSO-de) 6 (ppm) ; 5. IKSE br s). 6.64(111 s), 6. 93 (IE s). 7.50(11 
d. J=2.0Hz). ll.SSda br s). 

MiSM 1 7 b:;U ti >lgx5^;U 2- (4-^ 5^;V-2-- K a yj:.-M fc: H ^ V> 
4-;*5^;W2-xhnT=U >30. OOg (0. 197^Jl.) ^zKUOmHcSSL, iSi^ 
gt66ml$:SD;^fco CintCMm^:^ h U '^i^.ie. 33 g (0. 237^:;V) ©tK^ (35diI) 

2-^^}VT±hW^mJi^JV2i.4Zg (0. 197^:;!/) ^x^y-;H50ml tTicSOOml 

(omwzmmi^^ ^if^TTi^mitttv^ixSi.zsg (o. 808^;u) (DTi^^mm immu 

Hm{fc:U>±TMJBE^^L. ^^'fb^i^46.42g^t#fc« 
'H-NMR (DMSO-dj) <5 (ppm) : 1.40(3H. t. J=7. 2Hz). 2. 23 (3H. s). 2. 36 (3H. s). 
4- 35 (2a Q. J=7.2Hz). 7.44(IH. dd. J=8. 8, 1. 6Hz). 7. 93(ia d. J=8.8Hz). 
S.OOda s). 10. 87(ia br s). 

iSlitM 1 8 S-p^5^;W7-x h g-lH-^ > H-Jl^-2-:^JUv-J^>^X^JU 

Miafisjl 7(D^k^tJl5. 92g (60. 05U^:;i/) (D^->1^>^^ (320ml) {CtJ? 
g U>S?65. 33g^Unx.. -W.^ildStL/^o TKiPiEX^jl/^rJDA, ^^^^5: 
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- 'H-NMR OMiiSO-ds) 6 (ppm) ; 1. 34 (3H. t. J=7. OHz) . 2. 47 (3H. s) . 4. 36 (2a Q. 

J=7.0Hz), 7. 35(ias). 7.99(ia s), 8. IKia s), 11. 25 (IE br s). 
] Sit^J 1 9 5-^5";P-7-- K D-lH-< > K-Jb 

Signal 1 8 0fl:-g-igr7. 86g (31.7$U^;W©7^h5h h*D7^>^^(80ml) 

{C»?^T 1 N7K^^b:^ h U '>A7K?§?^150ml^iinA> MTS. S^fB^m^^bfc, 

pt^^;!'- 7--hn- 1 H — r>H-;i'-2-*Jl/7}?>^7. 13g*#fc» dtl 

^ 1 . 3 - 2 — r 5 ^*v'u i^y > leomi izmmi^. m&^m.^m7\Mg 

(3. 245U^;W) ^Jn^. 185'CT2^fBl^|$Ufe, ^!t^m^7i^\Z&€. ^^#F 

'H-NMR (DMSO-dj) 5 (ppm) : 2. 46 (3H. s) . 6. 62 (la d. J=2. 8Hz) . 7. 47 (la d. 
J=2.8Hz). 7.87(ia s). 7. 92(ia s). 11. 77 (la br s). 

ISjgM 1 9 mt^m. 50 g (25. 5 5 U ^ ;W ©5^ h ^ t K n 7 ^ >^?^ (70ml ) 
tS^/^^^l^Tj^^l/AT^ HO. 7ffll^:N->^a^n/^^^^-r 5 K4. 78g (26. 9$ U^: 

'H-NMR (DMSO-ds) 6 ^ppm) ; 2. 50{3a s). 7. 67 (la s). 7. 73 (la s). 8. 02 (IE 
s). 12. 10 (la br s). 

mmmz 1 7-7$ y-3-^aq&-5->c^ju-iH-r > k-ju 

Slit^^J 2 0 <^<b^m 76 g (26. 5a U^:;)/) ^p^^ y — JH50ml «h7jc75ml<?[)jg 



21 



wo 00/50395 



PCT/JP00«1071 



i 

■H-NMRCDMSO-ds) 6 (ppm) :2. 24(3a s). 5. 08 (2a br s).. 6. 20 (IE s). 6.41(1H. 

s), 7. 35 (IH. s), 10. 86 (IH, br s). 

MiSM 2 2 6-7 a y -3- e U 'J >X u U K 

i7unx}V^>mm.zs (1. 06^:;u) {:i7Ki^T2-y5y true? > 10.00 g 

(0. 106^;V) Sri^SToSDj^fc. Cini:::g'fb5^:i--;V50. 56g (0. 425^:;i') * 

2 3 4. 7->^ >^n^-iH-< > K-JU 
2. 5->?:ro^- ha'^>-t*>6 2. Og (0. 2 2 4^;U) *^6,1#^¥7 - 

1 6 5 7 0 8 (ommm 1 1 vx^mit^!^ 27. 2 g ^#^0 

'H-NMR (DMSO-ds) 5 (ppm) ; 6.52 (IH, d. J=3. 2 Hz). 7. 18 (IH. d. J= 8.0 Hz). 
7.26 (IH. d, J=8.0Hz). 7.53 (la d. J=3. 2Hz). 11.75 (la brs). 

nmm 2 4 7-T$ y-4-y g^-iH-f > \^-)\.m^m 

m.^m2 3(Dit't!^2 7 . 2g (98. (D^h^^z l^ny^y 

(300 ml) iz^mn&%T-i8x:x'u-y^)uv^^Ai.m^=^-^>mmm 

ml (116. 3a <J^;U) €rgTL, -D^^X^r^TXimmmWLtio -78"CtcSlX?& 
mWi. 5^7x-;U71nXj1^'J;P7>'K28 ml (0. ISa U^:;H i^llSTL, -781C-C1 
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'fi-NMROMSO-dfi) 5 (ppm) ; 6.41-6.43 (IE m), 6.80 (IE d. J=8.0Hz). 7.16 
(la d, J=8.0H2). 7.54 (la t. J= 2.8 Hz). 11.57 (IE tors). 
n^m2 5 7-ya^4-^aa-iH-'f > 

'H-NMR (DMSO-dg) (5 (ppm) ; 6.60-6.61 (IE m). 7.04 (IE d. J= 8.1 Hz). 7.32 
(IE d, J=8. IHz). 7. 53 (IE t. J=2. 7Hz). 11.74 (IE brs). 

mmm 2 6 7-7$ y-4-^ n o-iH-r > \^—}vmmm. 

'H-NMR (DMSO-dj) 6 (ppm) ; 6. 54-6.55 (IE m). 7.05 (IH, d. J=8. IHz). 7.11 
(IE d. J=8. I Hz), 7.60 (IE t, J=2. 7Hz), 11.82 (IE brs). 

5->?:/Q^-5^:^-:7x> 1 0. Og (4 1. 3 5U^;i/) <D'rh^\i\^uy^ 
>mi^ (80 ml) {c:Mm#s^T-78'C-en-:/5^;i/U5^C7Ai. 6M^^^•^^>j^^g2 
7. 0 ml (4 3. 4$g^;WiS:?gTL, mm.X' 1 0 ^^mm^Vtz, Z>\,^T'miS. 
t T 5^;^5l^;^i^T S K3. 5 ml (45. 5$'J^;U) *JJDA, 2 o^wimi^Lrz, 

4 g $r#fc. 

'H-NMR (DMSO-dj) 6 (ppm) ; 7.49 (IE d. J=4. OHz), 7.87 (IE d. J=3. 9Hz). 
9.81 (IE s). 
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mj&m2 8 5-:/a^-2-g^^:7:c>:^jU/i<nm;i/ 

SiiM2 7<D<l:^ife8. 2g (43. 1 $ 'J (D>?pt5^;i/3^;i/AT5 K 
^iK(40ml) {Ct Kn4^S^;UTS>:Sl!^3. 3g (51. 7 S U t 
•}dVi^>4. is (51. 75U^:;U) SriDA, 3 0 ^mmWl^fz, O 

viTr. 5K?&Ti. i'-*;i'3j?-;p>'<a;$^v-;i'3 4. 9g (215. 55U^:;v) 
^ImX. ^S-eii^P»^M#Ufco K^m\z^7i(i^lsa^. i^^x5^;v-ei*tJaL^. 

'H-NMR (DMSO-dj) 6 (ppm) ; 7. 45 (Ifl, d. J=4.0Hz). 7.84 (IE d. J=4. OHz). 

A^miti-hV^^AS 8 5mg (13. 4 5^U^:;K 5 5 
7.)Vn^=^-*i-'1}rlOmUzmmv. 7K<^T^>>?;i<'j>^;u:j!j:/47>l. 4g (l i. 

2 5u^;i') ^mxi o^mm^vTc, out, m^mi 4r(D^'^m2. ig 
(11. aau^;!') Sriin^, ^iST-i^rB^^Lfco Sf&^f^*^finA. 

if^m^i. 5 1 g^fc. 

'H-NMR (DMSO-de) (5 (ppm) : 4. 26 (2H. s). 7.18 (IR d, J=4. OHz). 7.27-7.30 

(5a m). 7. 83 (IH. d. J= 4. 0 Hz). 

igiigij3 0 4-7^a^-IH-<>H-jl/ib;U7l<>B& 

Btnmz x^xwtm 2 3 (Dit^m 5 1 g?!?^ ^^m^t-^!^ 3 4 g 

'H-NMR(CDCl3) (5 (ppm) : 6. 51-6. 52 (IH. m). 7. 35(1H d. J=8.0Hz). 7.48(ia t. 
J=2.8Hz). 7. 66(1H. d. J=8Hz). 11. 4 (m brs). 13. 2(IH. brs). 
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•H-NMRICDCls) 6 (ppm) : 1. 51 OR s), 6. 38-6. 39 (IH. m). 7. 13 (IH. d, J=8. OHz). 
7. 44-7. 46 (2a i) . 9. 1 1 (IH. brs) . 1 1. 2 (la brs) . 

mi&ms 2 7-(N-tert-y ^^->:^;l/7}^-;MT$y-4-y□^-3-^□^-lH- 
•<> K-JU 

'H-NMR (CDCU <5 (ppm) ; 1. 50(9a s). 7. 19(ia d. J=8.4Hz). 7.45(ia d, 
J=8.4Hz), 7. 62{ia d. J=2. 8Hz) , 9. 08 (la brs). 11. 41(ia brs). 
jgjtM 3 3 7-7S y-4-:/a^-3-^ □ D-lH-j- > K-;Uit^it 

3 2 O^^m 10. 87g(31. 5 im) ^i^M]' (12 0ml) iz 

mmv. m^m (2 om i ) srsn^e o'c-e4 o^mmni^tz, s.jt^nTm.m 

8 . 5 g ^mtzo 

'H-NMR(CDCl3) a (ppm) ; 6. 67 (la d. J=8. OHz). 7. 13 (la d. J=8. OHz), 7. 65 (la 
d, J=2. 8Hz). 11. 74(ia brs). 

agiigiJ3 4 2-T$y-5-b°'J$->^>x;U7K-;i.-^nU K 

^ □D7.;i/7jN>^2Inil(0. SIB^JU) ^y^Tk^l^Ml^. it^T2-7S / hi'J 5 
>^>3g (0. 032^:;!/) ^i>S-r-:3j[iAfco $ e \Z^:t:=.}V^ □ 'J K 9. 2ml (0. 126 
^iox., 1 5 O'C{CT70i^PBl«i^L3t. SfS?g^^igLf;:ML. TKirfett 

TW^mjL'f- MzTmtii vTz, tm^ h o Aizxm^mm. mm^mi.. mmit 

^#J^1.7g#fco ■ 

'H-NMR(CDCl3) 6 (ppm) ; 5. 97 (2a broad). 8. 83 (2a s). 

1 3-'>7y-N- (3— >7 y-4-;>^5^;U-lH-< > K— ;U-7-^ ^>-fef> 
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NC 



SO2N1 




SiiMl 2JZ)<b'&%2. OOg (II. 75'J^;P) h ^ t K o:7^>60mn::^ 



mV. t: U v^>4. Oml (49. 5S U^;^') tMit^^J 1 3 CT^-ffc-^tjL 60g (12. 9S U 

IS* : 220-221t; (x^ /-;i.-ii-^^-tJ->:6^^|IM^B) 
'H-NMRa)MSO-de) 6 (ppm) : 2.55 {3H. s), 6.50 (IH. d. J=8.0Hz), 6.77 (IH. d. 
J=8.0Hz). 7.71 (IH. t. J=8.0Hz). 7.90 (IH. d. J=8.0Hz). 8.05-8.13 {2a m). 
8.16 (IE s). 10.11 (IH. br s). 12.01 (IE br s). 

2 6-^ n g-N- (3->7y-4-;<^;W-lH-l' > r JU) -3-h°U 



1 2 (^>^b^#J700iiig (4. 095 U ^rJU) S ^ t K o :7 ^ >20ml \zmM 

t°U5^>l. 3ml (16. 1S'J^;V) i:6-i7ao-3-t"'J-:/>x;U*:-JU^^nU 
K950ing (4.485 'J^;W ^mXtzo Mi^X 2mmtknmi. IN^m^iUpLXp 
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MM. : 262-263*0 (Xi$'y-;P-n-^=^-t>->;&^e>M^^B) 
'H-NMR(DMSO-dB) 5 (ppid) : 2.57 (3a s). 6.55 (IE d. J=7.6Hz). 6.82 (IR d. 
J=7.6flz). 7.69 (la d. J=8.4Hz). 8.01 (la dd. J=8. 4. 2.4Hz). 8.17 (la 
d, J=2. 8Hz), 8.60 (la d. J=2. 4Hz). 10.21 (ia .br s). 12.03 (la br s). 

nmmz N-o-yo^-s-^^ji^iH— r > K-;w-f ;p)-4-x;i/7 7^-<;i/ 



WbM 2 2 (D'fb:-&^200mg (0. 895 U =E)V) ^^h^tHo:7^>6ml \z'mm 
tf U i/>0. 3ml (3. 71 H U ^Jl-) iiSSIji^J l 4 ODlb'&J^SOOmg (1. 175 U ^: 
;P) ^2lD;^fc. MT48NFfBim#^. 1 l^mk^tRifLX p H 1 - 2 tcilSb, 

aM^I:'&i^387mgi&t#fe. 
Sll>^. : 196-197t; (x^^ y — Jl^- n -^^-y->7&^e,^^^) 
'H-NMR(DMS0-d8) 5 (ppi) : 2.24 (3a s). 6.60 {la s). 6.98 (la s). 7.44 (la 
s). 7.55 (2a brs). 7.85-7.95 (4a m). 10.13 (la brs). 11.01 (la br 
s). 

mmm 4 6-75/ -n- (5-3^ d □ □- ih-^ > k - ji.-7-r -3- j 




27 



wo 00/50395 



PCT/JPOO/01071 



H2N-/~\-S02NI 




mu. ?f<<^Tkr'ji^>o. semi (lo. 6^u^:;w tm^mscoit^mi^m (3.73 



'H-NMR (DMSO-ds) 6 (ppm) : 6. 37(1H. d. J=8.8Hz). 6. 94(2H. brs). 6. 97 (Itt s), 
7. 36(ia s). 7. 54-7. 57 (2R m). 8. 16(1H, d. J=2. 8Hz). 9. 94(ia brs). 
11. 17 (IH, br s). 

mkm. 'H-NMR (DMSO-dj) 6 (ppm) ; 6. 59 (IH. d. J=9. 2H2). 7. 00 (IH. s). 7. 40 (1ft 
s). 7.56(1H. d. J=2.4Hz), 7. 70(1H. dd, J=9. 2. 2.0Hz). 8. 20{1H. d. J=2. OHz). 
10. 2D(1H. br s). 11.37(ia br s). 

mt^ms N-(3-3^a^-5-^5^Jl/-lH-r > H— ;U-7— f -3— >7 y ^>-ti> 



nmm2 1 (Dit^meomE (i. lea u^rji/) <D7^h^t KD7^>j§?gE cemi) 



NC 



Me 
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{C3k?&Tb!'J v>0. 19iDl (2. 35SU^;W) t3 -i^7 y ^>-\f>XJl-!t^-)l^i7 
. nUH280ing (1. 395 U ^SOA. Mf— ^Jt^^tfc. 0. 2Nmi!^jDA. 

'H-NMR ©MSO-ds) 8 (ppm) ; 2. 25 (3H. s) . 6. 54 (la s) . 7. 01 (IR s) . 7. 42 (IR 
d. J=2. 8Hz). 7. 71{ltt t. J=7. 6Hz). 7. 93{ia d. J=7. 6Hz). 8.07-8. 11 (2R m). 

IQ. 09{ia br s). 11.04(1H. br s). 

^■m.m& N-(4-7^a^-lH-'f > K-;i/-7-f ;i/)-4->7y^>ii>X;i^:i^>T 
5 K 



2 4 ro-fb-^tJ 700 mg (2.8S'J^;W <h4->y 7 ^>il>X;i'#- 
;i/i:7 D U K685 mg (3. 4S U^JW i <t (5l;|i|0!)jtf^^fT^i, ^M^b^J^ 

6 8 6mg$#fco 

ii* : 2 14-2 let: 

'H-NMR (DMSO-ds) 5 (ppm) : 6.35 (IH. d. J=2. 6Hz). 6.53 (IH. d. J=8. OHz), 
7.04 (IH, d. J= 8.-0 Hz), 7.41 (IH, t. J=2. 8Hz). 7.85 (2H, d. J=8. OHz). 
8.00 (2a d. J=8.0Hz). 10.24 (IH. br s). 11.19 (IH. br s). 

mmm 7 6-7 5 y-N- (4-^ □ d-ih— r > K-;u-7-f ;u) -3-br u >^>x JU7j^ 

>7$ K 
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mj^m2 2<D{t%^l 3 3 0 mg(6. 4 ^ U tgii^S 1 2 O'fb'&Jfel 1 0 

' 0 0 mg (4 . 9 ^ u "EM suMM 1 tm^(Dmi^^mK mmit'tm 9 e i m 

H,^. : 204-206'C 

'H-NMR®MSO-ds) 6 (ppm) : 6.38 (IH. d. J=9.0Hz), 6.43 (IH. t. J=2. 2Hz). 
6. 77 (IH. d, J= 7. 7 Hz) . 6. 86 (2a br s) . 7. 42 (IH. t, J= 2. 6 Hz) . 7. 56 
(IE dd. J=2. 6. 9.0 Hz). 8.14 (IE d. J=2. 6Hz). 9.70 (IE br s). 11.07 
(IE br s). 

8 6-7 $ /-N- □ g-lH-^ > H— JW-^ JM -3-H U y 



HMM 7 (DVC^^ 650mg (2. 05 U ^JU) ® ^ h ^ t K a :7 ^ >^?g 
(1 Oml) \Zi^:^'3^)V-!is)VL.T^ H 1 mlc!iN-3?*at u/xi^gt-f 5 K3 5 9mg 
(2. OaU^rJU) «:ilDA, ^?aT— 0. 2 NJ^SSTKj^flS^fiP^s 

^ ^ 7 ^ --em M b . ^eib^!^ ^ 6 6 2 m g ^#7to 

'H-NMR (DMSO-dg) a (ppm) : 6.38 (IE d. J=8. 8Hz). 6.76 (IE d. J=8.4Hz). 
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6.88 (2H. br s). 6.97 (IH. d. =8.4 Hz). 7.52-7.56 (2H. m) 8.12 (la d. 
■ J= 2. 4 Hz). 9.68 (IH. br s). 11.44 (IE br s). 

mj^. : 267t:#ifi/ei^ izj^m 

'H-NMR OMiSO-de) 6 (ppi) : 6.65 (IE d. J =9. 2 Hz). 6.78 (IE d. J= 8. 1 Hz). 
6.98 (IE d. J=8. 2Hz). 7.57 (IE d. J=2. 6Hz). 7.73 (IE dd. J= 2. 0. 
9.0 Hz ). 8.15 (IE d. J= 2.4 Hz). 10.00 (IE br s). 11.67 (IE br s). 

mmm9 N-(3->''a^-5-p<^;U-lH-< > H-;i^-7-<JH-5-'> 7 7-2-5^:^-7 



my^m 2 9 (Dit-^^ I. 3 g ( 5 . 6 5 u (om^mmm. a 5 m i > 

'y^-c^ms mrnvtz. mm^nT^m 2 2 (Dit^i^ 1. 2g (5. 35 = 
M 0tfuv>^js (6ml) \zim^. ^iMiX—mmnLtzo TK^in^, mm. 

b, ^m^t^m^ 1 2 2 7mgt#fco 
: 166-169t: i^M) 
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'H-NMR (DMSO-ds) 6 (ppn) : 2.30 (3H. s). 6.65 (IR s). 7.07 (IH. s) , 7.44 (IH. 
s). 7.54 (la d. J=4.0Hz). 7.94 (Ift d. J=4.0Hz). 10.47 (la br s). 
11. 04 (IH, br s). 

]^mmi 0 2-T$y-N-(4-7'a^-3-^oa-iH-r>K-jU-7— r;p)-5-ti'j 



mitm 3 3 (Dit'^miUm (2. 525 U ^JV) (O U i/>^M5ml CMat*^ 3 4 CD 

T^S<k-&2^i&950ing#fc. 
ii.^, : 285-289"C 

'H-NMRffiMSO-dj) 5 (ppm) ; 6. 75 (IE d. J=8. OHz). 7. 19 (IE d. J=8. OHz). 

7-59(lH. d. J=3. OHz). 7. 65(2H.'S). 8. 37 (2H. s). 9. 82 (IE s). 11. 43 (IE s). 
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2". R'. R'i5^zsR^<Dz>^2-D{t.7mm^xf3n,m:kmiBd.m(D^>\^-}vit 
s « -e <z) ^ s e«) { ; 1^ ^ $ ti s ^ ^ s V i li^E- n (Z) tK fn # c 

3. MA*«->Ty7i-;i/S^fc«75yx;i/7jN-;i'7a:-;!.»T'$)-5ii*^ 

4 . ^ A7&i2-7 5 y-5- 1: U >f;!/STfe^it^« 1 Sfcti 2 tCie^cD-f > K-jW 
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1 ) 3->Ty-N- (3->'Ty-4-p<5^Jl/-lH— r > K— T ;W ^>-tf>7.Jl^3i^> 
2 ) 6-i7 o D-N- {3->T y-4-p<^JU-lH-f > H-;U-7— T -3-tf >J i?>7.JV 

3 ) N- {3-:rD^-5-p^5^;u-iH— f > H— ;w-7— r jv) -A-7.)vy t=e^ )V^>M> 

4 ) 6-7 5 y -N- {5-y o^-3-:J7 o D-IH— f > K-;U-7-< ;U) -3-f U V>7.)V 

5) N-(3-yn^-5-pt5^;l'-lH-'f > K-;P-7— f ;U-3-'>T/^>-tf>7.;U3i^> 

T5 K 

6) N-{4-:/n^:-lH-'f >F-;U-7—r;U) -4-5^7' y'^>-b:>7.JUjJ^>7^ H 

7) 6-T5y-N-(4-^oo-lH— r>K— ;i/-7-l';i/)-3-tr'J>'>';?.JU^>TS H 

8 ) 6-7 5 /-N- (3-:/D^-4-:^ O D-IH--^ > F-;U-7-1' ;W -3-b! U >^>7.;U 

9 ) N- {3--/a^:-5-p<f^;WlH-'r > F-JU-T-i- ;H -5-v'7 y-2-5"^7x >X 

;i/7t^>7S H 
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1 0) 2-T5y-N-{4-ya^-3-:57nD-lH— r>H-;W7-'1';M-5-k'U5e^> 

1 ) s-v-T y-N- {3-v'Ty-4-^^;i/-iH-f > K-;v-7— r ;w '^>-fe*>x;i'7}N> 

2 ) 6-^7 □ o-N- (3->7 /-4-p<5^JU-lH-r > H-;U-7— T ;W -3-ti U i?>7.;i/ 

3) N-{3-yp^:-5-^5^;i^-iH-'f > K— ;i'-7-i';w-4-7.;i'7 7^:'f ;v^>-t*> 

4 ) 6-T a y-N- (5-7*0^-3-^ □ o-lH-i' > H-;i'-7-< ;W -3-b* U i^>X)U 

5) N-(3-:/a^:-5-^5^;WlH-1' > H— ;W7— f JW-S-v'Ty ^>-t:>7.;W5j^> 

6 ) 6-T ^ y -N- (3-y o^-4-^ o a-lH— f > H -^W—f M -3-f U S?>;:?.;i' 

7) N- (3- :rD ^-5-^ ^;i/-lH-<> K—Jl/-7-i';i<') -5—>Ty -2-5^^7 i>7. 

8 ) 2-T 5 y -N- (A-y'u^-^-C^ u o-lH-< > K— ;i.-7— T ^U) -5-fc! U 5 v>7. 

1 1 . m^m 1-10 ot.i-rn*^-:©t3iBa<D'f > K-;wk'&#j*fcn^a5^ 
^J. 

1 2. jfiL^M^ftj^j^pjT&^'^es • ?&st{cW3si?:j:^m(^^i» • ^mm^m^T^rz 
ebizm^m 1-10 ®vi-rn7&^— :a{zffi«j<^K > }'—)Vit^m^rzi:xt(Dmm 
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1 5 . m-^m 1-10 <Di,^-fnt^~m\z^m(D^ > K-iHt^i^^fca-^-®^ 

1 6 . if^^ 1-10 (D\.^-rm^-m\zmm(D-( > K-jw^k^^sfc^^t^m 
1 7 . 1 - 1 0 ©ti-rnd^-^ic{3iE©< > K-;wk-&l&^fc«^©m 

1 8 . ff^^ 1-10 (D\^^-rn-A^—m\zmm(D'i > H-;Kb^ti^fcji-^©^ 

Mo 

1 9 . ms^m 1-10 (D\^^-rnib^~mztEWL(D^ > K-;i/'fk^#i^fcn-5-©^ 

2 0 . it^]g 1-1 0 <7)UTnd^-^{c:tBm©-f > K-;Wt:^iif*;^c«-?-®^ 

2 1 . ig3je« 1-10 ® ii-rn7>^— ^{cia«^<^-f > K-;Hfc^i^sfctt^©m 

2 2 . tt3}c^ 1-10 (D^r^-rn^^-mizmmo^-i > \^-Mt^!^^TM^<Dm 
m^mzf^m-^rL^m.^^im^niE>(D:^^m^^^^^tr^mmm^mm 

2 3 . it^}^^ 1-10 <Di^-rn^^-m\zmm(D^ > K-;Ht:-^tiS;tfi^(Dm 
2 4 . tn^^m 1-10 <7)i.i-rnj{i^-3stiiB«(7)< > K-jwt^ifes 
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- 2 5 . m^m 1 ~ 1 0 ovi-rm^— ^fc^^o-f > H-;wb-&ia^;^c}±^(^m 
^«i^J-rs Jit lick D^g& • f&S^H*^;*a:i^^$^gj^ • f^stf^T^^. 

2 6 . mi^m 1 ~ 1 0 o^vi-rn*^— :®{c:sm©< > k— jwb^^^^ycia-eo^ 
msmmm. m^^mm. %mmmm. wsiifiSLmf^m^L mmf^m^. 9mm 

2 7 . mm^jmrn. mmm. :kmm. mm. miimm. mm. m^m> 
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